EUROPEAN PATENT OFFICE 



Patent Abstracts of Japan 



PUBLICATION NUMBER 
PUBLICATION DATE 



10095770 
14-04-98 



At 1 — (CH 2 ) n — N 




R1 



APPLICATION DATE 
APPLICATION NUMBER 



20-09-96 
08249416 




APPLICANT : NIPPON NOhjYAKU CO LTD; 

INVENTOR : YOSHIDA MASANORI; 

INT.CL. : C07D21 1/70 C07D409/06 C07D41 3/06 
// A61 K 31/445 A61 K 31/445 A61 K 
31/445 A61K 31/445 

TITLE : 4-BENZYLIDENEPIPERIDINE 

DERIVATIVE 



+ > 2 . 
Ph 3 P-CH X 

X R 1 



> 2 
(R30) Z P-CH 

U V R1 



HN 




At 2 
R 1 



ABSTRACT : PROBLEM TO BE SOLVED: To obtain the subject new compound, having antipsychotic 
actions without causing extrapyramidal disorders and capable of manifesting a high affinity 
for dopamine D 4 receptors. 

SOLUTION: This compound is represented by formula I [Ar 1 is a 

(substituted)phenylcarbonyl, thiophenecarbonyl or a (substituted) 1 ,2benzisoxazole; 

Ar 2 is a (substituted)phenyl or thienyl; R 1 is a C n _ 5 alkyl or H; is 

2-5], e.g. 1 -[4-(4-f luorophenyl)-4-oxobutyl]-4-(4methylbenzylidene)piperideine 

hydrochloride. Furthermore, the compound is preferably obtained by carrying out the 

condensation of, e.g. a piperidone derivative represented by formula II (R 2 is 

t- butoxycarbonyl, etc.) with a triphenylarylmethyl phoshonium salt represented by formula 

III (X is chlorine, bromine or iodine) or a dialkylarylmethyl phoshonate represented by 

formula IV (R 3 is a C^e alkyl) in the presence of a base in an inert solvent, 

then removing the protecting group with a deprotecting agent and further passing the 

resultant compound through a 4- benzylidenepiperidine represented by formula V. 
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